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Hj& : 86~89t 

2 

^£#]9T3- (1 - t'^y 5?y y ^yu) 7^y-yi/CDftt3Ji3 - (4-y^ 

;l/-l-t^7^Mf;l.) 1.4-^od- (trans) 2-7 

Tis<DK>oi~i.4-i??uu- (cis) 2 ^zm^xnmcDUftzm^ 3 

- [N- [4- [3 - (4-y ^yU- 1 ^-yuy ^yiO ? a: y ^ ->] - 
(cis) 7;;] -4-yT^-1.2J-^>vf7y'7y>- 
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1 H — NMR (CDC^ 3 ) Sppm : 

2.62 (3H. s) . 2.84 (4H. brs) . 2.99 (4H. brs) . 3.56 (2H. s) x 

3.62 (3H. s) . 4.14 (2H, brs) „ 4.72 (2H, d) , 5.26 (2H. brs) , 
5.78 (2H. brs) . 6.60—7.92 (8H, m) 

mmm 13 

•>] -/d hVl/7 i 4 3-^nn-4->f;t/-i,2, 4-^>y 

: * 5 J (20 : 1) 'JAf^^A^DT ^57^-1:^ D^RtllfSi! 
fcfi^ 3- [N- [3- [2-27^*^ 7-71/- 5- (t°^';^/^^/U) 
7xy4>'7 P nt>] -N- (4-^ h*i^>^;U) ] 7 ;/] - 4 _^, u 

: 93~97°C 
ft 1 4 

Ii^J9 01,4-y^nn- (trans) 2 — 7 zrXD ft Q IZ1, 4 — i? ? u u — 
(cis) 2 —7T >3rfflt^ 3 — ^ cr n — 4 — * fvl'— 1, 2, 4 — ^OVf-T i?T *J 
>-l.l-*J**1-<f KOft!Ji:3-^B-4-n-y^-i, 2 .4-^>7> 

SfeM©3- [N- [4- [3 - (tr^u y^u) ^y*^] 
- (cis) 2 T^y] -4-yf;l/-l,2,4-^>»/f7i;7i?>- 

1. l-x**-<M K Ut£®2 8) £iRJ?560%TJifc o 
'H — NMR (CD Ci 3 ) Sppm : 
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0.95 (3H. t, J = 7Hz), 1.40-2.03 (10H, m) N 2.86-3.04 (4H, m) . 
3.98-4.08 (2H, m) . 4.01 (2H. s) N 4.16-4.22 (2H, m ) . 
4.88 (2H. m) % 5.67-5. 73 (1 H, m) „ 5.84-5.92 (1 H, m) . 
6. 92-7.94 C8H, m) 

mmm 1 5 

^WJ9©1. 4-^^nn- (trans) 2 -^f ><Z>ft f"l, 4- i?^ n o- 
(cis) 2-7^>£-SHv 3-^00-4-^^^-1, 2.4-^> Vf-T'JTV 
>-l.l-i?**-*)-J K0tf;9K3-^C7n-4-^;U-6-^ h4-^-l,2,4 
-OV*^T> ; T^>-l,l-^^^-y->r K£^THt*©if^*:?T<,^ 
il^TMS-ft^m^ fife*SS©3- [N- [4- [3- C U ^ y J 

- (cis) 2-^-/1/1 r $ y] - 4 -y ^yu- 6 - > h*->- 
1.2.4 — O^T^^-LhWt-f K (ft£«&2 9) £iR^65MTi§ 

'H-NMR (CDa 3 ) <?ppm: 

1.55-1.83 C6H. m) x 2.68-2.82 (5H. m) x 3.52 (3H. s) % 
3.76-3.82 (2 H, m) % 3.84 (3H. s) . 4.13-4.16 (2H. m) . 
4.76-4.79 (2H. m) x 5.71-5.78 (1H, m) . 5.82-5.92 C1H, m) . 
6.85—7.42 (7 H. m) 
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aittwistar»5v h c^si72~2oog) *i»7~8E«fcu 2mmm^m, 

^-■rJlsBWitTlzmML^ Shay [ Gastroenterology. _1, 420 C1963) 

LtzWmZM&ftm (3000rpm, 10#) LfcflK W*Jli»flC*«3ELfco 3$I$ 

* 2 & 



it & %t 


Dose(mg/kg) 


Hi«(ml) 






=J > h d-;U 




4. 8±1.5 


78. 4 ±12.0 


391. 6=1=161. 6 




3 - 


3. 7±0. 9 


64. 8±15. 1 


247. 8± 96. 9 




10 


3. 4±L8 


54.9±16.1 


205.9±165. 0 




30 


1 2.4±1.4 


30. 9±16. 7 


85. 3+ 92. 7 




* 3 £ 


4t £ m 


Dose(mg/kg) 


B^MCml) 










2. 5±0. 5 


65. 2±10. 7 


162. 3± 41.6 


tt&$f 2 2 


3 


2. 0±0. 6 


8. 6± 8. 2 


15. 5± 9. 6 




10 


2.3±1.0 


2.1± 3.9 


4. 5+ 9. 4 




10 


2. 2±0. 8 


59.2±12.4 


133. 3± 69.0 


it£t*fa 2 8 


30 


1. 5±0. 5 


32. 0±14.4 


53. 6± 32.9 




100 


1.1 ±0.5 J 


4.9± 8.2 


4. 6+ 7. 1 



2 lems c*f-r ^ Aug 

SH£Wistar3&5/;/ h C#ftl56~l89g) £li*5~8E£U 24B$fiB&dSK 
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4 



it & %a \ Dose(mg/kg) 






3 > ho— ;l/ 




72. 7±23. 7 






3 


48. 3±17. 8 


33.6 


10 


32. 1±24. 9 


55.8 


30 


10. 9±17. 2 


85.0 


100 


4. 0± 6.1 


•94.5 



m 5 



Yfc £- % 


1 Dose(mg/kg) 




. 






61. 2±25. 4 






10 


51. 1±20. 4 


16.5 


*fc£«& 2 2 


30 


39. 4 ±13. 2 


35.6 




100 


31. 6± 5.0 


48.4 
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m 6 & 





Dose(mg/kg) 






3 > hD-;l/ 




150. 0±35. 2 




4fc£#J 2 8 


10 


116.1±34.9 


22.6 


30 


55.8±32.4 


62.8 


100 


5. 1± 4.1 


96.6 



mmm i 









10 Omg 




4 7mg 




5 Omg 




5 Omg 




1 5mg 




2mg 




2mg 




3 Omg 


^ISfDfliJK^r y -t? 'J K 


2mg 




2 ms 




3 0 Omg 



^«51 7 2 0 Omg 

v>^h-;u 5 4 Omg 

hOrD3yf>y> lOOmg 
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mik-tJlsu-X lOOmg 
h Ka + ^/n fc*;u-fe;t/n-x 5 Omg 

LOmg 

100 Omg 

mm 3 m&m 

fc&®2 2 2 0 Omg 

-?Issl 5 2 Omg 

h^D3S/f^> 10 Omg 

MS-fr^n-* 1 0 Omg 

t KD + -/r.D fcVHr^n-* 7 0ni g 

^ 10m g 

lOOOmg 

*6*2 8 1 00 mg 

*» 5 Omg 



4 7mg 



ISS-fc^n-* 50nig 

2mg 

1*^**3*: 5 2 5 Omg 



WO 92/20666 



PCT/JP92/00672 



-31- 



m§$&m 6 0g 

'< 5 h Ko* *>3c.H§K ^ ^ 5 mg 

£fi 1 0 0 ml 

mmm 6 aajsn 
fo&mn loomg 

aitfflfSaTk MM 

2ml 

gmirn 7 mm 

it&®2 2 lOOmg 
^^V:/V*-;US-55 1 4 0 Omg 



1 5 0 Omg 
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